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(57) Abstract: A pho^lq>id derivative n^nesented by die fonmila (I) (R'CO and i^«csenis acyl; R» represents Iwdrogsn 
or ahydrocaibon group; a is an integer of0to4;bis0orl, provided that when a is 0. flioi b is 0; X ^presents hydrogai. alkali metal, 
anmomum^ or organic ammonium; AKt, A^. and A'O each represents oxyalkylenci provided that flie pmpottioD of OJ^ettayloe 
^ l®-^ " ^ "^^^ and m. n, and q each indicates the average numbtf of mokss added, provkted fliat 
5 Jm^600, l^n^45. O^qgaoo. lO^mmfq^fiOO, 0.04Sn/(m-H»fqX and q/(m+i*HD;gOJJ). The derivative, on (he surfiux of 
a Uposon^ IS inhibited fiom ^ireading its polyaBqrfcae oadc-stni^ 

on the sui&oe and thereby heighten the stdM% of die IqxisiMitt. J 
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SZ. TZ. UG, ZM, ZWX 3.-7 i'T (AH AZ, BX KG. 2 X^a- K&tfifeOJttBlCOt^rtt. HffStlS 

KZ.MD.RU.TJ.TM),a— Dy/<(AT,BE.BG.CH.CY. *PC7^€<y KD4SKlriHES*lTl»i Ta-KiKS 

CZ.DE,DICEE.ES,FI,FR,GB.GR,HU.IE,n;LU.MC, ©^f-f if >X/ - hj 
NU PL, FT. RO. SE. SI. SK, TOX OAPI (BF, BJ, CF. CG. 
CI. CM, GA, GN. GQ, GW, ML, MR, NE, SK, TD. TG). 



(57) SIS: 

ii^±ir-5^i:;5S-Ct5TiC; (I) (R»COS.UfR»COl±Tv'/i'S 
b : b 0 Xf* 1 ^r^i-^iS. a ti^ 0 (D^^ bttQ-CfcO ; Xr±*^ 

in^eOO. l^n^45. 0^q^200. lokln+n + <i^6 
00. O. 04^n / (m+n + q) , q / (m+n + q) ^O. 8 




R1-CO-0-CH2 
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^ ^ ^ 

Mh&i^MM (reticuloendothelial system : £jlT TRESJ ) 

^ (^<-(:t^^:iJ ' ::i^h ^T^^^ 761#. 142H. 19 

•rriui;^^ 3 2#, 3 38 IM. 1 9 8 3#) , ^i^5">'Oftt>«? tC>^7 W >- 
=?^3iy :^^^v^S^rfe (/M^>{r$:&/ix. ^=ni^-, 32#, 338 
IM. 1 98 3^) , yd<y-Aom^^UT=i^;^7^t2-/wSrl^i-5:;^fe 

-aih ./^^;f:7^i^;& . T:^^, 761 142 H> 198 

3¥) '^^if:65||^$^xv^s, c:ti6)©;b^ife-e. jliLEt»J©Stt:6Sj; 
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0 6^#SJI^1I^*. 336 M. 1986*^) . ylfl^VV:t-> KG 

Ml {FBBSU^—^ 2 2 3^. 4 2M. 1 9 8 7^) , n^y^:7 7^-JjU>f /_ 
(FEES V'^-^ 2 2 3#, 4 2H. 1 9 8 7 . i^V =^7 :t-l^ t 

;«fVt/y5f-i/KGM3 (#§|Bg6 3-2 2 1 8 3 7-i-i^#) . :j?i;3i^l^V^y 
/l.^^^ (FEBSW^5^— , 2 6 8^. 2 3 5M. 1 9 9 0^) , ^/ViJ^ c 

>'^fl^^ (-Jr^;?;/!^- TV K- ^T—^v-^—X-r I/Wi?^'. 3 8^. 
1663 1990^) . ^/U-^i ? >'ilf|^^^: (/^>f • ^ h • /<>r:^- 

Z7^i^:^ 'T^^. 110 8#, 257M. 1992^) , 1^ V ± V 9 

mwmmi^ mm^e- 2 2 s o 1 2#<^^) /j^ifiiis^©i^ti^#j®i bxtt^^ 

5t^^$^^TV^§ (Pharm. Tech. Japan, 12^, 7-^, 9 2 

1 9 96^) „ 7mim^m:k^'^^ntfyx\ ^^^y^^^i/^i^ya-ynigs 

J:«?7k?J^^li:^-rS36^6i:#XLbtl/TV^S (Langmuir. 1 1#. 3 9 7 5H) , 

y :j?y-^O^^tt:^^< «i5 ^i^'&$^LTV^5 (Biophysicaljoimial, 7 

1 3 7 1M> 1 9 9 8^) , Sfc^y^i^W^-iJ^y ='->'V'^<^^^»<lr±ff5i: 
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(I) 2^t^ (II) T'«$ti.§ff^r^y ^-JiMKp^^r^M^^i-S^^tc^^Uc, 
•f-^t>h. :^^mi-i. Tm<0-m^ { I ) : 

R^-COCH, 
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R2-CO-CH 

I o o M 

CH20POCH2CH2NHC(CH2)a\gbO(A^OUA20)„(A30)qR3 
OX 

. R ^ c o jg.u«R ^ c o fi^tumaiifc^mii: 8 ~ 2 2 © T iy/i^m^^ 
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fc^b. 5^m^600. l^n^45. 0^q^200^ lO^m+n + q^ 
600. 0. 04^n/ (m+n+q). q/ (m+n + q) ^0. 8-e*>5.) 

R^-CO-CH, 
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R2-CO-CH 



b ; R ' t^Tfc^jj^^xfi^^ic 1 ~ 4 (Dm<t^mm^^ u : a « o ~ 4 (Dmmc 

^ U ; b 0 Xtt 1 S:^-f-^5^ a o (Z)^^ b f± 0 "Cfe 9 ; X fiTfc^l^^^r^i" 

EOfi:^^->'^5^l^:/S^*b ; A0lij^^^3~4O:r=3E-v'T/l'=¥l/>^^^ 
U:{(EO) s/ (AO) t v^ai^V^^Sir^^icS ~ 4 <^):^=aE^v'T/V 

^^>'^355yi^>j?'i^:i^lCi^^LfcX^^-t-:&^ {(EO) s/ (AO) t} if^O^ 
2 ~ 4 (^;i-:5lr i/T/^^ W^/SiJl^-T -5 V^'SOiS-a'd^fifiifcTr 0 . 

5 ~ 0 . 9 5 -Qh *> ; s i^3L^ i^>'^©3pi^#AP^;Hli:Sr^U ; t ti^^ 
ic 3 XW: 4 (^:*-:3lE^'yT>'V"3p W>',S<05p:^ftAn^/i^%^U ; fcfc b. 5 ^ s ^ 5 

00. o<t^ioo. 6^ (s + t) ^500-efc6„) -e^^iL^ y i^nissi 



4 <D:^^z^T/i'^ uym(DW-^HM'^/^^Wc^^ b ; n ti^m^ 3—4 
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m<om^.:d^^i-i^ ±B<D-^^ (I) xfi (II) x'^^ti^Di^mmmmi^^ 

{-J;<?. ±|E©-^^ (I) Xfi (II) -TJ^^tL^y ^-fliSH^ftr^-^tf^®^ 

tti^j. ±m(o-m^ ( I) xtt (II) -e^^tbs y ^^mwmm^^^tf-^mim. 
■Rx^±m<D-^^ (I) xf± (II) tf^^ttsy i/iii»gi^#:^^tf^fc^j^s^ 

-b^-|5^ (I) ^^Ut (II) (ci3V>T. R^CORXJ^R^COli^fi^tim^iz 
mmW^S-^ 2 2 (Z>Ti//PS, if ^ b < tt^^ic 12-20 (OTi^/l^mi:h^. & 

TVi^^^ :tu^i^m. y/-/vil. T7^>^. -^--^'il. ^/i^^^^ yi/y 
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w£ t 3 ~ 4 v^T/^=¥ v^i: J55*«# UT V^-C t> J;V\ ^^Sc 
3~4fl5::r=¥v'T/l'=3M»'^Sr-^tp^^tt. ^n^W:/^ i^:l^Xt*^ ^'^^^ 

^^tt-^-a- bTV^T% J: v>o ^^|gc 3 ~ 4 <D^^i^Tji-^i^>m-i 1 SXf* 2 

(A»0) (A^O) qti. :^=¥i>'ai^ v:/^^, 

(A^O) mS.tF (A'O) <i^(Dmm^2'^4<D:i-^iyTJl-^Ul^mz.Mir^ 
:i-^i>^:j^^uym(Om^nm^itX 0 . 5 &±X$> «? . U < 0 . 6 £)l±-e 

^\m^ir?>m^K-o\,>xn:i-^->^'^i^-yM'^tb^:Lti!imt. 
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^\^:y^(r>w-^^M=^)v%rr^h ; ml* 5 ~ 6 o o . b < i 5 ~ i 2 o -e 

fcS. qft0~2 0 0.^*U<t40~l 2 0, J:i?^f^b<fiO~8 0-e*>-5„ 

<#e)tt^tv\ in/556 0 0 J: ^J:^tv^#•g•. K^O<n>-m^) ^^^^t jv^x^-^m^ 
'^%-t^^'^(0'i^-&^^mi^^i\^^^^W^iDML<\\ q^52 0 0 J;9;*:#v^ 

iax(42a.!iA±^ffiv>Tt>j:<. 2mjjj^±^*fi-g-t- o«^. -eo?^ii 

T/l^^ l/>'^<^TO#*D^/l'Si:T'fc l~45T!'fc«3,0^L<fi2~3O-e 
•? ^ ^ f-^f ^ L < {* 2 ~ 1 5 T*fe ^ . n ^liO^-g-tt, Jig Wlig^it^^ 

*fcm+n + qtil 0~6 0 OlffeD, 0*U<«3 0 — 3 0 Ot?fe5„ 
m+ n + q 1 0 j; D /Jn$ V> t . :4c5l5l<0 y :/Ji®fl^l*:t:JlgSm«5t{*:^ 
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0. 0 4^11/' (m+n + q) <^®ffl-e$) . 
ib^fcmat(iX (m+n+q) ^0. 8<Z>@Ht?^§„ 
— «cS: (II) ^^:*3V^T. EOri:*-=^v^j^^U'i^Str^b. AOtt^^ic3~ 

{ (EO) s/ (AO) t) tt:*-=^r->ai^^VXi:^^Si:3~4<D:^*e/TyW^ 

s fi:^^^/^!^^ i/i^SOsp^^in^/l-ic-Cfe 9 . t t4^m#: 3 ~4 v-T 
>rt^=^V'>'^(Z)5p^#;(lP^/t#[-efe5„ sf±5~5 0 0. S^*b<H:2 0~2 0 0 

{42-1 s + ttt6~5 0 0-efe?),](^*U<l42 0~2 0 0T-fc-6o 

{ (EO) s/ (AO) t} *<D;^^ic2~4<Z):^=aeS^Tyi':¥V>'Sm-t-<5 
;^-dp>>cc^Wi^SOtl'g'ttfiSlfc-e0. 5-0. 95-Cfe«?.^f*U<f40. 6 
~o. 9 5-efc5„ :e-=¥ix^9^i/:/Softl-g-;&so. 5t:'rm^m'^. mMBMM 

5^: (I) (I I) -c^^jT/S^^ggt^fti-^ifet^Mat^ifert^tcK^^ttj^ji 
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W^^'f-f^^ i^^na^^^', :^t3t3j}x7PA, ^>'-^:/:S:t;f h/Ua^^';^ ^;}S^(f 
h y T y-/K N - fc K P '^i^- 5 - y }Vif>.jv^ >-2, 3 - v^;?7/k:^:3t^->>f 
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±15— (I) xii (II) xm^ih:b:^mm(o^'kmit, v^y-M^comm 
mMmi^\^:^mm<o^^^{}>^Mmm-r^ :Ltiz^*) mmx% 5„ m^M° v 
^i^^i^m^v). v:^^y-j.iD^^mim<^^t\r^^mmmi>^„ :m 

iliMM^it^ ©'ffc;'^!^® ia-g-itt, m.^(r>m^ ^^^n -e^^ 

<oj^mti:i£\z.i:^m'^^-nmx*hh„ ^^m\z.siy)im^if\.^mw^m^mz. 

y^^tll>^\ :^^^y-fJly^ RFS-2 0 0 0. Lu r t o t e c a n. BNP 
-1 3 5 0. B a y-3 8 344 1. PNU-1 6614 8.IDEC-132. 
BN-809 1 5. DB-38. DB-81, DB-90. DB-91, CKD 
-620,T-0128. S T- 1480. ST- 1481. DRF-1042. 

DE - 3 1 Qm(o^i^:f VT^y-yW^^^ Y'^^^'^fvimm^^^i^ y ^^-fe/K 

IND-5109^ BMS-1 84476. BMS-188 797. T-378 
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2. TAX-1 Oil, SB-RA-3 1 012. SBT-1514. DJ-9 

^/-y^^l/^ jtJjU^7—/K ^^^y\fly^^ 

^J^^l^l^B^ m.mT^y/Ulfiyy, mm-^^jV\f^yl^^ mm:r.\f,v\fl^ly^ 

mayfly ^ y fig^fc' mm\fi^-:ry^J'i^^ mtTAA^if-yy^ 

^y^^^zf^ ^^^:f.y.^l^^ :fy^iy^lf-^^ TNP-4 7 0. TAK- 1 6 
5. KW-2 4 0 1. KW-2 17 0. KW- 2 8 7 1 . KT-5 5 5 5. KT 
-8 3 9 1. TZT-1 0 2 7. S-3304. CS-6 8 2. YM-511. 
YM-5 9 8. TAT- 5 9. TAS-1 0 1. TAS-1 0 2. TA- 1 0 6. 
FK-228. FK-317. E70 70. E7 3 8 9. KRN-7 0 0. KR 
N-5 5 0 0. J-1 0 70 8 8. HMN-214. SM-1 1 3 5 5. ZD- 
0 4 7 S m^mif?} :i t 5» 

li.^y=f^:J^^;r^K. DNASt;?RNA©V>-ftfCt>J:<, m^M'KU^m 

So 
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'J;v±])^^. •^:^y7^'^J^-(/'yV—Ji^^ ^iN^^^r^i^/i'i/y -fen— l^fi^ 
1. 2 — i^^ y ;^>^/^- 1, 2— r::^'3E^->*X7T^>^/i'=2 y ^^^^.-^ci 

^^;fev^as. mx.tf^ mmwci 2d^p^2 o<Dfmxti^mfa(ommm^m^mif^ 
^ti^x-^. Mci^^iat, v^v^m. ^]}:^'^>'m. ^<ji^^^i^wt. ^T^ry 

mKi. ^mmm^no ^it Ki-^xtmrr^ ^ t ifix% 5, i^mmmw^i^i^ 
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7k^^^SE<7>pH^pm^4J5*b«^'fe#Jg (pH3. 0 

i&V^^S, W^^^^{^*5V^T^±. 2~20% (W/V) ^S^*U<. 5~ 

10% (W/V) :J5$e>fc»*Lv\ ^fc. #ffiT/^=I-/^7K^^g^^::fev^-ctt. 
1~5% (W/V) j550^l<. 2-2. 5% (W/V) dS$e>t^^U'\ ^ 
Sf^^^::feV^T^i. Mffi^Jf^jfi^;^^ 5 ~ 5 0 mMtm-^ b < , 10-20 mM^S $ 

fllit^lJ::i3tt5JiSi^*©^^«:. 0. 1 mM— 5 0 0 mMdS^J * L < , 1 mM 
- 1 0 0 mMd5 $ ^ L V\ 
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wmm-hmkh<omi'^mi^immm^'^^\^ft^mh urr*. )t?y- 

^<fe^-fe/KO^^W-5~ 1 0 0 nm. ^"^/Vi^a i^%?gj^i-S^ri5 0 n 
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m~5 /imT*S)^„ U^H^t bT<^7K^^^fc*5tt5^^t>#{-PS^«^tLS CI 
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<iiii;^jfe4> 

m (Dumhft-^ir\'^<ox. m^:^mi'^m^m2\z.it-<xim^mmi)m^ 

16 
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mi-ttif£x\^^i^. ^dxLif. mMii^i&m=F&,^<D^^iznmmiwmtiKMvx 

nmo liW*L<. 1 0*^5)2 OOnmo 1 j; «J UV\ 

uu^con^f^t LT«. M^fi, ^^j. ^iijiy, ;^Bg^, tmn. mm. mm 
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So 

±E-^^ (I) xtt (II) vm^fi?>:$:mm(oit^(^^^mmiSc^itLxm 
^m.mi^. ^mm<Dwmmm^(D:^t:m\'^xhi:<. -^tc^it. simitxti^n 

mmimifibti^o ^ ±/ummt lti*. ^wcm^m^ i o ~ 3 o o n mxh^ 
h(o^wi^'^^^^±/um^^tLxmifhih.^o =^-^A^->aym^ii^ ^i^m 

T/i-rr^/K hViirv±vy. h=r7cca-/K mmmmmmi^m 

If bns, itmn^m\^isi-f^^Mt hxo^mmmiymmm^M^^nK 

tx.xn'^mit. 5>m. %it.:^i£<Dn^tfs:^(^W(o^mz.Mvxo. 1-2 

02:4%. &*b<ttO. 5~7fifl:%. J;t)j8^*b<«0. 5~5fifi%-Cfc 
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So 

mmm 

2 0 0 0) v=>^7" r n X :7 T f^v'yi^^z 7 — 5: :^(d-B-^ 

118. 2g^5yi/ h/u^:*— h ^ u—y'izn !? x Mf^^mm:ff:^ (cg^ bfc 
^8 5\:^T-#ii.U 10 0-1 2 0*0. 0, 6MPa £i^T<J5^ff=-C7'nlfw:/:;^ 
=¥v-K7 1 5 8 3. 2g (2 7. ^mWTKmmmKEtXLtCo ^tH^ 

K^^SP^T^. 115±5'CJ^T2NFia»#SiS:^i^tt. 

:^^m Cf£i>^ 7 5 ~ 8 5 6 ~ 1 4 Kpa 1 ^^^S^^TV^^Sj5S«::^C2 
ifUl^:$-^i^ K^H^Lfcm. 5 CC^-eJ^^bt^J^tr© 1 6 3 6 g«rfe#®to 

fc„ ^jfc 5 y 5^ h/i^^:*-- h w-:/rt<^)ia^ 1 0 o'c^-e±#u aofc^ 

^J^ICl 0 0~1 3 Ot;. 0. 6y[PaUT<7)^n'X-^^Ul^7t^-yh^2 0 4Qs 
(4 6. 4^/1^) ^m#Ttca^65{cjEAbfc, ^^i/>':i-^v'Kl^in)^T^. 
12 0±5X:f^XlWm^mRJ^t:mi1r^o ^^mm:ff:^^mc/3:iiih. 7 5- 
85 "C. 6~14Kpa-ei f^Wi^Mt:^\/^^Rp^<7>:xL'^u:y:t^i^ }^^^^\^fc 
8 5%y :/^S:aixTpH7|e:i|gbfc^. SO-llonc. 6~14Kpa 

/^^/P^<y :*-^i/:/n If Wi^-:^?y :^-^i/ac^ W^y 4 0 0 g ^# 

(2) '=tJ;^f-;V^\J:ir^i/fvi\fVl^-:^r):^i^^y3^^\^'y (5H=-*2 0 0 0) 
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— /V5 0 g (0. 0 2 5m o I) \ZJgm.'r\')) l^A^rO. 2 g (2- 4mmo I) 
^MkX. 1 0 O^lC^JDjaU^— tCLfcmx il7k3^^^ilS^2. 75 g (0. 0 
27mol)Jn;t. 11 CCT-S^P^aiS^fT-o/co y If/PT/P-^ 

— /W2 0 OmL^AnxLT. ^y^f^/WJ^y :^-^^/y^^f u:/-/Ky ^^i/ji^^lx 
h<0^^^#fc„ ^(Ojg^Jeih/l-J^Vl 5 0mL^|^L-C4 CC 
-T?iOa^<iPPLfc^. N-t Ka^iyn/N^'gfe-f 5 K3. 45 g (0. 0 3mol) 
^U^i^iyi?^n^dE^iy/U;^7/i-7}?i;?-r 5 K6. 18g (O. 03mol) ^WMX.. 
4 0t;t?2^^SjSUfCo Kl&miliiU (5) T?^^tl,5a^/p<^>^ 

4 5 g 

(3) ^/^^/l^TKy :r^ix:/pfc°l/>'-:^y :^-^i/acf^l/^^ (^9-^4 2 0 0 0) 

->^7;7^Tt3^/t'7j=;X7T^-:^7V3:iJr/— /l^T^^-l 4. 96 g (0, 0 2 m o 
5mL^*P^-C6 Ot:{;i^ra?ab. y :/J!tKh7k3^>'^^#fc„ 
^fcy>'gl7K^=-:^hy l?A7- 2g (0. 0 5mo 1) {e:S@*7. 5mLt 

3 o%7KBifb:^hy •j'ATk^f^o. 7 5mLt^An^T5&pia^^u v^mmm 
Wh}} >^mwmmm^m^mco :i(dv >mMmmm^m\^. mm^ (2) ©a 

b?&ft'fb*|c2 2. 15g (0. Olmol) Srl^JPU 6 O'C-CS^^^Srfr 
ofco ^^0. 5N7Km{b'^hy !J^A7K^^T?pH7{c4'^UfCo «g 

20 



wo 2004/083219 



PCT/JP2004/003789 



^3-17- Ki 000 m^it^nm m) m) ^^tL^o. 5g>!jnx.-c3o 

VxmMh. ^<0^1 5lC«Tfc?&^U ^^^*fffl$-e:fCo ^(D^^n^UMl. 

i^o e> ttfc^^ ^wmmmicm^=^'^/i^ 2 o o m l {TiMumm 
f-^- 1 0 0 m L ^Mx.x^m vtc^^trmiSi i^xMimm 9 s %(Dm^ 5 0 g ^ 
#fco ^v:t^iy=^^u:ymmm^mmtLXi^mi^9o. 8%xh^it„ ^ 
^^(o^m-i. ->v:fy^^i'yu-h^m\f^fcmm^^'^hi!^'7y4- (tlo 

(1) ;^^jU:^]):t^^yytLii'u>'-7^}):t^Z^^^U>' (5>^42 00 0) 

-/l-5 0g (0. 0 2 5mo 1) ymm-t Y ]> ^ J^^ Q . 2g (2. 4mmo 1) 
^MX.X^ lOOX:\zM^\.i^-\Z.\^1tM^ n:^^jy^^fl^^Z, 08 g (0. 
0 2 7mo 1) Jnx:> 1 1 O'C'TfSl^^atS^ffofc, ?^^>r y^n If/VT/V 
3-/V2 0 OmL^An;tT. ^/p<5^/l-^y ;^-:?re/ya^^^i^-JKy:^-^^'ac<5=- 
0X^'^Mmm\^1t^^ N-fc Kn;^i/3/N:^gfe>r$ K3. 45 g (0. 0 3m 
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o I) RXJPi^iy^n^^i^/UjtjjU:^^;^^ ^ \^6. 18g (0. 03mol) 

ML. 4 0"CT2^^®;&Lfc. R/^^^iliiU (5) T-^^tb^a^/ 

(2) ^:^f->:/ntf 1^:^-21? 5^1^ (5^^»2 o o o) 

l^-h^ft<b«^2 2 g^ffiV^T. -g-J^^^l- (3) tmmKVX^y }i^Jl^ii^V 

ttyfju:^:^ -7 r J ^jVT ^ >(Om^ 5 1 g %#fc„ 

-^^^3 pt^/i'JKy ^=¥v'7'ci If :^^iXc^^^':/;^;/^/^^7^ 

(^^* 2000) i^P^y^TnyC /l^^ T ^2^/1'^^ / — /WT ^ 1^<D'B-^ 

^l^i^^'y riwl' (:^^FS2 0 0 0, 5 0 g (2 5mmo 1 ) tr^V>T. ^Wti- 
hV^J^ (5 3 SOOrnmo 1) JtO^h/t'^^ (200mL) ^Atb, 7 St: 
lcAniaL:fc„ p-= hn^ai^/Pi^^nnzjN/V'pi— h (12. 6 g, 6 2. 5mm 
ol) Sr^JPU Sf^mRm^'tito e5X:iz:^m^. ''J7.y-Txiy( A'^^yr 
^-J/l'^^'Sf /^;VT^l^ (28. Ig, 37. 5mmol) ^Att. 7. 

h y e^A$rj|ig^,S|gK:--^f-:/ (5 0 OmL) SrAtu. STltc?^^^. 
^ffiUfc^^^^tiiLfc, Z.<r>m^\^T-^ V^y (2 0 OmL) ^JPx.. 5 o'Ci<iin 
ML^fo^. ^yy^y^7V^-\z.xmM\.. ^^i^^^febfc (xa (B) ) o ^ 
(5 0 OmL) SriP^fc^. 5t:ifc*eJ^Ufc, WttlU*:l^SSriti© 
Xm (C) -.ftbfco Xm (C) -Ctt, KBI^^/l' (7 5 OmL) ^Ja;tT6 
5t:iCT^^^L. 30^mmL. S'CfJlJ^^L. ^tHLfc^^^itjiLfco 

lcg^^3l^/^^^v^^fcxa (c) ^hoim^^ii^tLo ^^^^mk:^^;v (7 
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5 0mL) iZXmMl^. mmitLX^3-r^-h'2 0 0 0 (12g) , ^b-U- 

K7 0 0 mmt^jim im m Ug) %:mK.. 6ox:ximmmwhtco m. 

(D) ©S^^^JtCi 5^0.]!^ 2111*5:: /jtofc, ^^-^i^ (3 0 OmL) KXU 

^i5fcj|^^. itM. es^-fb-a-i^a 8. 2g (iix^5 4. 6%) ^#fc„ -a- 

1 1 1^^ TLC j^rn^n^ fc^^, 9 9.5 %T-$>o fc„ 

-^-^^4 ?i^JU-:^V :^^i^yn\^'ui^y^°U :i-^i^:^^U:^ (7 5/2 

5) (:$)-^»2 0 0 0) V'^iy-/Pi^P.TTtt^/i.^:;^-7T'^i^/l-:j^i!f /—JVT 

(1) J :^'f-)V-i!^\)'^i^^y:fxi\fVl//i!^\)ir^^y^^U:y (7 5/2 5) 

7«^/-/^32g (1^/k) t-:^hy !^A^^^-h2 8%p«iJ^y*-/l.^?g 
(SM-28) 21. 4g^5y5' VA'^'^-yi7V--f\zJ^^, y^XZ-W 
^Lfc#8 5t:^-e#ab. 110~12 0'C. 0. 6MPa £^T0D^#1?^ 5fe{;: 
K/3.^l/>':^-:^>>K^M»ifc7 5/2 5 'C^-t^ii-a' Lfc t> 
©S:4 3 5 g^^Tlcai^fifjfdffiAbfCo T'n fU-^-r^^v- K/^^^>';f 

K (75/2 5) mnwrm.. 1 1 5±5'ctTi^rpm#a;&^^(t. sot: 

\^^ma(r> 2 0 0 g ^^t^ofc, jggjtr 5 y 5^ v/^m^^-v^ u—zf 

rt<Oi&SlOOX)*-C±#U ao/h^fifei^fcl 1 0-1 2 0U 0. 6MPa« 
T©^#-C::/ne'l/>':*-#o^K/3i^^>:r=¥e^K (7 5/2 5) 1 64 0 g^ 
mTt^M6?JlcjEA Lfco 315^ Ki^i^T^. 1 2 0 ± StltCT 1 
^^^#^^j^tt:fc„ i5cK:^0:«f;5^traC)feise>. 7 5-8 5t). 6~i 4Kpa 
1 NF^^aa^m^^^^T'n f 1^:^;^-^^^/ K/315^ l^i^;^^^.^ K (75/2 
5) SrW^Lfc^, 8 5 % y ^/^^JflxiT p H 7 tf^MUfc^, 8 0 ~ 11 0 "C, 
6~i4Kpa Xl^mm^imi.X. 

20 0 4©*/^f^/^-4?y:e-:3pS/ypfcri^V/:j?y:^-i^^>3i^l^V (75/2 
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5) 3— /n 6 0 0 gSr#/c„ 

(2) p^'^JP-:^Vyt^i^yt2\fu:y/:^V:t^i^=^^u:^ (7 5/2 5) 

{^^M2 0 0 0) ^ t^ju^is^iy:^— Y<o^m 

5/2 5) i/i; 3-/1^ 5 0 g (0. 0 2 5mo 1) ^m\^^X^^mi- (2) 
^'^r 5 i^/l-f - h S'tt'fki*: 4 2 g 

(3) :^^/U-:^V:t^-yytJifUl^/:^V±^-^=^'f-\^l^ (7 5/2 5) 
(^^»2 0 0 0) iyy-^/l^i^P^TT T=f-i^/^=^^ y —/i^T ^ 

B&B^ ( 2 ) (DW^/ ^ ^71^-:^? y :^^i^zfn y :i-:^ri/ci:^ w^' ( 7 

5/25) (5>^»2 0 0 0) v'W ^ v^/H^^v';^'-- hfiftt{t;#:2 2. 1 
5g (0. Olmol) ^ffiV^■t. ^m^l- (3) bmmZ-VX^ *i£«9 5% 
<Z>^/;^^/l'-)a?Ii^=¥'>'yafc'^i^/7Ky:e-=3E^'>3if^U'>' (7 5/2 5) (^ 
^S2 0 0 0) f-^'V^-— /ve^;^xT 13^/^31%;^ 7 T^v^/t'^t^/^/V'T^ 
9 0 %<DJ|Z^X'#fc. 

5 ^/ ^ ^/i^jKy :^^-y=i^^U>-:^ y :?h=^f v^T'o if i^^--/}? y 
3:^l/>'i^^?v'rl/^ (^^42 0 0 0) i^;^xT ci-</wz|n;^7 r ^^^^'^^i?^ / — 

w^y=i— /I' (:»-^»2ooo) (D-a-^ 

j?<^y'->'l'3 2 g (1^/W h y h 2 8%;<^y-/k^^ 

(SM-28) 21. 4gS:5y5' b/i'^:^— h ^ 1^— . mi^%^*:«f:^lJ:B 

labfc^S CC^Tf^taU 1 0 0~1 3 or. 0. 6MPa WT(O0k¥F'Q. 

Z 1 g (2 1. 2nio 1 ) ^^Tl-itJ^fi^l-BEAbfCo ^^1/ 
Ki^i^rmx 1 2 0 ± 5\:fcT 1 I^K8&#^Srlgllt. ^tc^m;{f;^ 
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^mCfj:i^h. 7 5 — 8 St;. 4Kpa X' 1 Wm^m^n^^y^RJt^(D=c^^U 

o'C*'e±#b. Bofc^^Sfei;!! 1 o~i 2 ot:. o. eupa ot^^^-ct' 

ntflx>':^-^S/Fl 80g (3. Imol) ^W^T\Z.mmm\^^X\.fc. r/n 
fw^-^^iy K^^T^. 110~12 0t:{c:Tl^^m#^tri^{tfco 
(-^a;«f:^^3iCJ5;;i5t>^ zs-sst:, 6~ i 4Kpa t? l it^^&S^frv^^S 
^.(DZfu K<£:®*Lfc„ ^(ZJ^i^rtT 5 y h/i^^^- F t}^ 

0 0T:*T'±#U ^ofc^<^tCl 0 0~1 3 0*C. 0. 6MPa 
TO^fl=T?3^5^W>':^;^^i/K9 31g (21. 2mol) ^mWT\Z.mmi\^^ 

Abfco =^f-ui^:^^^y vmrnwr^. 1 2 o ± 5 x^kx 1 f^mWiWRi^^^mn 

it. 8 5%V l^m^Mx.XpH7Km^\^tc^^. 8 0~110t:, 6~14Kpa 

y^'^/l^zKy ;^-^iX3:^U':/-/Ky:^-^v^>^nlf W> (3. 2mol) -^l):^ 
;^ri/rc5^W:/^y a^/H 6 7 0 g 

u>^V /I- (:»-^42 0 0 0) f-:}'->:/-f 5 i^ju^^i^^— Ko^^ 

:t^-y=^f-U>^^V =^-Ji^ {^1-^2 0 0 0) 50g (0. 025mol) ^ 
fflV^T-a-^«»l 1 - (2) i:l^#lcLT. a^/p«^/wjjfy:^^v'rn5^wy-ji?y 
:t^i/-:fti\fu>'-7^]):i-^i/:i^^ui^^V=i—j'i^ (^*2 0 0 0) 

(3) ^/y^^/l^/Jf y :^-^£^3:5^w:^-4?y r^-dfv/:?'!! t'W>'-7i?y:^-:J|ri/3^^ 
Vi^^yn— (5>^*2 0 0 0) i^^5^^'=/^i?::^xT^>r/^^|^y^7T^-:;?/^ 

y i^i^^ y =i-/w {^^m 2 0 0 0) -y-^ v-r ^i?/vf-^ i^^^ y 

Sttft;«c22. 15g (0. Olmol) SrllV>T. -g-^lflll - (3) 
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•7 T ^ v^/l^^ ^ / ^>^9Q %©il5l^l?#feo 

\f)yly--^])^^-y=^'r\yl^^^)=^—;V {^^^2 0Qq\ Sbg (25mmo 
1) ^ffiV^-Cx ^^-^-hy (5 3 5 0 Ommo 1) ICV^VjVoli^ (2 O 
OmL) ^Atb. 7 S'CJCjUiabifeio p-=M3 73lr^/^^'Clt2zi^/^7^'-^(l 2. 
6g, 6 2. Smtaol) ^ML. 9^PHlSf£:$-frfCo & SX^K^MW. 
xTP>r/W2|N;^7r5^i^/P'3::^/— /^T5:^^ (2 8. Ig. 37. 5 mm o 1 ) 
trAtt. 7. S^pgSfS^-Brfco 

^m-?- h y ( 5 O O mU ?^A^^. 5*Ci::?M^. 

^tBbfc^B^^S3§Lfc:„ ro^H^lcr-fe (2 0 OmL) ^M^^ 5 OXit^^JP 
iS-Lfc^. ^7:^:7 ^f/v-i^-mriiigL. ^mmt:m^\^fc (xm (B) ) o ^ 
(5 0 OmL) ^Mk.fzM. ^XM^-^l^nvti, Wfflbfcig^^ltii 
Xg (C) --#tufc„ xm (C) -eJi. g^^cn^/i. (7 5 OmL) <lrAnx.-C6 

lJ:g^m^^/^Srffiv>fexm (C) tr'fep l©*3::;&o;/ho j^SSrS^m^^/v- (7 

5 OmL) tCT^^^U mMntVX^3—V—Y2Q0 0 (12g) , =^3— !7 — 
K7 0 0 (Ig) ^M^. 6 OtJ-^l^^^^bfCo K^i^Sritiim. St^tC?^^ 
Wffibfc^^^rSiS.Ufi: (Xg (D) „ mmz.. 1M (D) ©K^^StcJ^S 
2 0:feCl«;ofc, ^^^l^ (3 0 OmL) \Z.xm^m^^. iljg. Ifej^b, 

^m^^mzs. 2g (iR^5 4. 6%) t:#jto "^^mitmmTuc^m^^ 
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(1) yjKy-A<^iiii 

m 1 \z.^ bfci^m^jfc^ m:^m i ~ e . i ~ 2 ) (Dmn^^^ 

t'K^^yPA) ic. ^^6 5'C^^:J!^IMLT:^3V^fcl 5 5 m]S/HiS^T:/^=^> AtK 
^ (pH5. 5) 1 Oml^MK.. mmi^^i-f^a^^T^/l^T'^yi^^K^'^—lZ. 

IC^LT, 1 0 s t r o k e d^^i?-^->r XUfc^. a>^7L=gOJi? 
y:*^ji?;^;— ^:/:7^/^^-^^v^■C1^-r5^>'^ (o. 2MmX3|Hi. 

0. l/xmXSlHl, 0. 0 5 nmXSmjSLrJO. 0 3timX3m) ^fTl/\ 

Ml 0 0 nmBu^o^y ^y-^^Wimtrmui.tco 

y ^•y-i^:a.^fig^^i8,i>^^^-7'(CAiX. 6 5 O O O r p l ^Ppli^i^^ 
ilbfc^. Jb^Sr^T. :iS:fem7K-eiS'C?BU©U jKy-A5>Sc;^»l 0ml Icjfc 

/mS^SGmM) RU^K^y/Ufi/^^ (g^^: 3. 3mg/ml ^3g 
^iFJ?) 6 0 'Cl^mu LT*3# . ^»M:i?^ V y - A^Sfcf^ 4 tc^ b K 
=aE^y;Hf>':^^|g6«:*flx.fcm (EP^, «J^Em^l£«;2. Omg/mK 

lil®2l^tt2 omM). 1^^. 6o*c-e-r^'^^'<-hbfco ^v^-ec:i^^^ 

(2) y)j?y-Ao#>tt 

K'^y/vtfi/V(^)y;j?y-A-v.(^^^$fi, ^y'-A55-^j^(7)-$i5Srfe 
^y *-Afc|gttiU:fe:y 3jf y-A3S-®«=t'© l^^y/i^tri^i^^mi^^ n-^h^9zr 
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aj^^o-c2i^te5femgL (QELs) mi^xm^i^tzo ^<^^m. «itc^-rj: 

g^^Sttl. Smg/niK itM^ii^Hl 5mM)„ ^:^mi. 2S. 

tfSOy iKy-Afi, ^.C.>^||| (6 5 0 0 0 r pm. iWm) ^f^^frV^ -h 

tti:^Xt> iZimUl^fc (Lfcy^So-C. ft»SiiSfl^O';N^ ijb^mie. 9 mM. 
*Oi*-M 2 17.1 mM. ijy^^fil 3 18.9 mM)„ Jfe*5. v^-f ix© y Jj?y 
— At>-?:<D^^^r±e»i 1 0 0 nm-efcofco 
(3) y hX(r>isL'pmW^mm. 

±mm:^m 1 ~ 6 . MfiP.0d 1 ~ 2 V^T> S D ^^tt^ h ( 6 jI^) {C*5 

45-^^tr^# b( 1 1^ 5 E5;S#fi« 7 . 5 m g K=a^ y/Hf S-i^/ 5 m 1 / k g ) . 
^fiO^x ^Jfel^^. (2. 4, 8. 2 4, 4 8. 7 2, 12 0, 16 SWm) X 

3Z'~T/i^mmT. mBm^^^^-^v (o. smi-imu M.m 

^mMvfc^^v:^y-j^^m^m:^<D]km'pmmmmi)^ib-^mmzxAjjc(.o 
~«>) ^M-m vtco m 1 tc^r i ^ ic, mm i <D:^mm(Dmnmmi^^^'^^j: 
vMj^y-A. fc5VNttMM^2©*|geg©jiiSfl^ft:©y>'lii®^i9- (dsp 

AU C Kit LT. ;*:|§ig©IIKfl#«:^-g-tf y JHy- A^;^ (*0.;^M 1 ~ 6 ) 
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(nm) 




AUC» +S D 
(u g ♦ hr/mL) 


1 


DSPE-MPE20H/HSPC/Cholesterol = 
1.04 inM/11,28 niM/7.68 oM 
-:S^DSPE-MPE20H : 1 


95 


89.0 


6980 ±346 


2 


DSPE - MEPE20H/HSPC/Cholesterol = 
1.04 iiiM/11.28 iid(/7.68 idf 
JS^DSPE— MEPE20H : -^^m 5 


92 


87.7 


5861 ±612 


3 


DSPE - MEP(R)20H/HSPC/Cholesterol 
= 1.04 BiM/11.28 aiM/7.68 mH 
$?^DSPE-MEP(R)20H : ^0.m4 


85 


79.2 


4158±354 


4 


DSPE-MPE20HCN/HSPC/Cholesterol = 
1.04 iiiM/11.28 vM/7.68 iM 
5S?DSPE-MPE20HCN : -g-^M 3 


84 


100.0 


5975 ±302 


5 


DSPE - MEPE20H(3*/HSPC/Cholesterol 
= 1.04 inM/11.28 inM/7. 68 mM 
jS?DSPE-MEPE20HCN : 6 


83 


100.0 


6291 ±473 


6 


DSPE - MPE20HG/HSPC/Cholesterol = 
0. 56 mM/ll. 28 inM/7. 68 ndl 
jScDSPE-MPE20HG : -^^^ 2 


69 


100.0 


8986+501 


1 


HSPC/Cholesterol= 
11. 90 oM/8. 10 vM 


91 


100.0 


452±98 


2 


DSPE/HSPC/Cholesterol= 
1.04 niM/11.28 id1(/7.68 vM. 


94 


100.0 


397±133 



HSPC : 7k^jfe3Ein:^2HJ^7T5^i^>'W= V 
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mmm2 :%m(omm mmmmiit vx(Dwm) 



*2 









2- Owt% 




2 . 0 w t % 




5. Owt% 




2wt% 




0. 5wt% 




10. 0 w t % 




1. 5wt% 




1. Owt% 


(^^»2 0 0 0) S^:^xT^xfy^2l^;^7T5^v' 










0. 0 2wt% 




mm 




mm 








5. Owt% 


mm. 
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m ^ <D i^m 

1. T^©-«£^ (I) 
R^CO-CH2 

I 

R2-CO-CH 

I o 9 

CH20POCH2CH2NHC(CH2)aVqbO{AiOUA20)„(A30)qR3 
OX 

(^t". R'COJtO?R^CO«:^tt^tu3!feS:tCi^^ic8~2 20T^//^X5:^ 
b ; R 3 ttTfc^m^xri^^ic 1-4 <om<t7ic,m^^^ b ; a « 0 ~ 4 <DmW:t: 
^ L ; b 0 Xfi 1 a 0 b 0 T-fc •? ; X i-iTkmM^^^T 

A ^ O;S:0?A= O (i-etbietiaS:tJ:;^-:^-^a:5^ W'i'^ilr-^^i-S^^^ 2 ~ 4 O 

4©^=¥iXT/l-=¥^i^S<^¥:^#AD^/V^^^b ; nitmm^3^4(D^^i^T 
/l-^uymoyW-i^HM^/^^^^L ; tcfdL^ 5^m^6 0 0, l^n^45, 
0^q^200. 1 O^m+n+q^e 0 0, 0. 04^n/ (m+n + q) , 
q/ (m+n+q) ^0. SXh^. ) T^^HS ^ i^fl|^##:„ 

2. T^O-IS^ (II) ' 

R^-C0-CH2 

I 

R2-CO-CH 

I O 9 /A 

CH20POCH2CH2NH<!KCH2)i%0{(EO)3 /(AO) ,}R3 
OX 
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(^4-. R » C ORXJ^R^ C O it^fl^n^^\'L^mik 8-22 (DTi^/l-m^^ 

L ; { (EO) s/ (AO) t } tt:*-^ri^Ji^U'^^St^^ic3~4©;^-:2^->T 
>^^l/>S:6S^i/^A:i^{e:^-^LfcS^^1-i)S. { (EO) s/ (AO) t} 

-T? 0 . 5 ~ 0 . 9 5 -cfc ; s ti:!t^-y3L^u>'m(DW-^HM'eju^t:^ L ; t 

8^5 0 0. 0<t^lOO. 6^ (s + t) ^5 0 0T-&5„ ) Vm^ih^Vl^ 
4. A^O*5j;tl«A^O;iS;j-^i/3:5^i^:/^1*^|j^ A'^OjiS^^iXT'Ptf^^/S 

i^^Kl^S. :^'^e^3:5='V'>'Soi!l-g-36SfiSit-eO. 6 0-0. 9 5-efc-5f» 

9. ^:8sm«lM-Cfe^^^©®HM83®{cS^(3r>E|ga^t>„ 

1 0 . m:^<ommm i «*v^ us e ^tcia^© y :/l!i^^ft:tr^^f|fLan^g^i^J, 
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